Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID : sssptal626amd 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ? ) : 2 
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* Welcome to STN International ********** 
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Web Page URLs for STN Seminar Schedule - N. America 


NEWS 
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08 


"Ask CAS" for self-help around the clock 


NEWS 
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03 


New e-mail delivery for search results now available 


NEWS 
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PHARMAMarketLetter (PHARMAML) - new on STN 


NEWS 


5 
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19 


Aquatic Toxicity Information Retrieval (AQUIRE) 










now available on STN 
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Sequence searching in REGISTRY enhanced 
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03 


JAPIO has been reloaded and enhanced 
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Experimental properties added to the REGISTRY file 
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CA Section Thesaurus available in CAPLUS and CA 
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CASREACT Enriched with Reactions from 1907 to 1985 
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24 


BEILSTEIN adds new search fields 
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24 


Nutraceuticals International (NUTRACEUT) now available on STN 
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DKILIT has been renamed APOLLIT 
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25 


More calculated properties added to REGISTRY 
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04 


CSA files on STN 
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17 


PCTFULL now covers WP/PCT Applications from 1978 to date 
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17 


TOXCENTER enhanced with additional content 


NEWS 
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Adis Clinical Trials Insight now available on STN 


NEWS 
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29 


Simultaneous left and right truncation added to COMPENDEX, 










ENERGY, INS PEC 
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CANCERLIT is no longer being updated 
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24 


METADEX enhancements 
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24 


PCTGEN now available on STN 
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23 
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24 


TEMA now available on STN 
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26 


NTIS now allows simultaneous left and right truncation 
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26 


PCTFULL now contains images 


NEWS 


26 
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04 


SDI PACKAGE for monthly delivery of multifile SDI results 


NEWS 


27 


Mar 


20 


EVENTLINE will be removed from STN 


NEWS 


28 
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24 


PATDPAFULL now available on STN 


NEWS 


29 
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24 


Additional information for trade-named substances without 










structures available in REGISTRY 


NEWS 
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Apr 
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Display formats in DGENE enhanced 


NEWS 


31 


Apr 


14 


MEDLINE Reload 
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32 


Apr 


17 


Polymer searching in REGISTRY enhanced 


NEWS 


33 


Apr 


21 


Indexing from 194 7 to 1956 being added to records in CA/ CAPLUS 


NEWS 


34 


Apr 


21 


New current-awareness alert (SDI) frequency in 










WPIDS/WPINDEX/WPIX 
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35 
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28 


RDISCLOSURE now available on STN 


NEWS 


36 
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05 


Pharmacokinetic information and systematic chemical names 










added to PHAR 
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37 
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MEDLINE file segment of TOXCENTER reloaded 


NEWS 


38 


May 
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Supporter information for ENCOMPPAT and ENCOMPLIT updated 


NEWS 


39 
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16 


CHEMREACT will be removed from STN 


NEWS 


40 
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19 


Simultaneous left and right truncation added to WSCA 
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41 
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19 


RAPRA enhanced with new search field, simultaneous left and 










right truncation 



NEWS EXPRESS April 4 CURRENT WINDOWS VERSION IS V6.01a, CURRENT 



NEWS HOURS 
NEWS INTER 
NEWS LOGIN 
NEWS PHONE 
NEWS WWW 



MACINTOSH VERSION IS V6.0b(ENG) AND V6.0Jb(JP), 
AND CURRENT DISCOVER FILE IS DATED 01 APRIL 2003 
STN Operating Hours Plus Help Desk Availability 
General Internet Information 
Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to STN 
CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

************* STN Columbus ************** 
FILE 1 HOME ' ENTERED AT 10:20:03 ON 29 MAY 2003 
=> fil reg 

COST IN U.S. DOLLARS SINCE FILE TOTAL 



FILE 'REGISTRY' ENTERED AT 10:20:17 ON 29 MAY 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS " FOR DETAILS. 

COPYRIGHT (C) 2003 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 28 MAY 2003 HIGHEST RN 521913-14-4 
DICTIONARY FILE UPDATES: 28 MAY 2003 HIGHEST RN 521913-14-4 

TSCA INFORMATION NOW CURRENT THROUGH JANUARY 6, 2003 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. See HELP 
PROPERTIES for more information. See STNote 27, Searching Properties 
in the CAS Registry File, for complete details: 
http : //www. cas . org/ONLINE/STN/STNOTES/stnotes27 .pdf 



FULL ESTIMATED COST 



ENTRY 
0.21 



SESSION 
0 .21 



= > 



Uploading 10014959. str 



LI 



STRUCTURE UPLOADED 



= > d 

LI HAS NO ANSWERS 
LI STR 



0 




[ A kr" Ak 

/ / 
/ Ho-i 

N 

Structure attributes must be viewed using STN Express query preparation 
=> s 11 ful 

GENERIC GROUP NOT VALID HERE 

Generic groups may not be used in these circumstances: 

1. Any generic group node (e.g., Hy) in a ring. 

2. An Ak node attached to another Ak node. 

- > 

Uploading 10014959. str 

L2 STRUCTURE UPLOADED 

= > d 

L2 HAS NO ANSWERS 
L2 STR 



N 




Ak 

Structure attributes must be viewed using STN Express query preparation 



=> s 12 ful 

FULL SEARCH INITIATED 10:21:19 FILE 'REGISTRY' 



FULL SCREEN SEARCH COMPLETED - 563 51 TO ITERATE 



100.0% PROCESSED 56351 ITERATIONS 
SEARCH TIME: 00.00.02 



109 ANSWERS 



L3 



109 SEA SSS FUL L2 



=> s 13 and caplus/lc 

28007406 CAPLUS/LC 
L4 106 L3 AND CAPLUS/LC 



=> fil caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
152 .77 



TOTAL 
SESSION 
152 . 98 



FILE 'CAPLUS' ENTERED AT 10:21:34 ON 29 MAY 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2 003 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 29 May 2003 VOL 138 ISS 22 
FILE LAST UPDATED: 28 May 2003 ( 2 0 03 052 8/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 
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aL: PAC tP-»arnai:r Ioqi .al acii' .ty); RCT IReac'.a-.*.); SPN ; Synthetic 
pre; aration) , TBI' iTr - rapeut u: jsej ; POL (Bi. logical st-.dy) ; PREP 
[Pr-pariti sn) ; FACT I'eactant .>r reajt-it); USTS (Uses) 

prepn. cf peptou ccnpds. r.or treatment c: Bacterial infections! 
RN 194 ■:A-'05- ' CAM.US 

CN 1, N- r'alin-:, N-a.-et>l 3- I 9- [ ( I I -d.rrflt Tylethc y) carbonyl -b- (2-propen 



J.g/ml. for agains' S. 




433725-20-3P 433725-21-4P 484024 -03- 5P 

RL: =ICT (RfactaT ] J !IN (Syrth-ti: irer.a 
(Rei :tant r t: re i<:erit 

prepn. of p-?[ toiu c: rpa>. '.in 'teatn 

1.-3 :.s-20-:. CAPl.US 

5H- arhriz 3. e--3- p! opar t l : an .d, . aL|-a.-i 
iitn-'-hy-ethoxy) :.irboi \ 1 I 6- 2-| r^^ yl] ■ 
N/^Ml 



tion); FREE ( Preparation! ; PAlCT 
t of bacterial infections) 



.: etylamm: ) -5- [ ( 1 , 1 
ethyl ester (501) (CA INDEX. 



ANSWER 1 CF 4.' 



;OPi RIGHT 2 CD.-- ACS 




II I 



4:?: "25-21-4 CAPI.UT 
91-- _ arbazc la- > prop. 
dirr» thyletho>\ ) catEf 



OE 4 3 :APLJ; COP.'Rl /hT . D2 ACi: 
EER : 2 )( I : Ib^l CAFI.VS 

•J ■>! f 1 sLra-egi-' f c : *.he solic phase synthesis of 
'iilft.it.it6-: ir.-j -lir.PS and indcles 

'. ,.<Llaoi, k C p.ot.c:cr, A. . ; Hughes, Robert; van 
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L5 ANSrfTR 3 CF 4] CAPLUS COP/RI3HT 2003 Acn (Continued) 

thien/l, furanyl, . , 4-benao iio tanyi, 1 , 3 -ben^odioxolyl , ch:omanyl, 
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K : == Me F.2 :; Me, F-. H :i = 1) wss nor*- potent as ;» suppressor : r." the 
.in v** ro c«..l pro! ... f *> : it . ■>:. ar d i'i •/. 'c exptl . art.hr -Ms . H moglutamate 
de , : Rl - Me = Hi-., h '.' = H, •> == '.), exh.hited fair./ good 

n::M".t>;s .. n '■itr«"i .i'h": ■ : Vi-siat-ranle ict.n'ity :..n vivo in a d >se -dependent 
n*:,Tf: . As expected. : = t*«:, R2 - : tie. R>. ■-- H, n - 2) d . 1 not i<:t as 

silks' .-at'.: fiir t oly.. pr :. , g. it.-uratti uynvieta.se F ?<;.■> , and thus did n 
iiider ia pol ■ 'g.. utana*. . j- , wti.cl .s (.so icht to tit: responsible l:or 
■i..de »>f:»!Ctj that <-).:.■ i: ilir.rc f*T : thtiapy. 
7" 153301-71-3P 

ft 7 Reactunt; . Synti«M: pr»f aiatKin. PRE? (Preparation RACT 
K"d'-: an' cr :>;ag«nt 

prep.-i. nf nethuM*! a-.«; det:."s a<i ant.rh*tun.it^c drugs) 

R-j l5 33 • ;-■■.-:< i:aplhs 

CM ri«xarn:d--jic an id, 

2-[;;:, i-di hydro 7-nethy. .. ( :>her ^Inetha ••/) carbony* -iH- 

.ndo. S ,'i:.-arbony. . n » ; •• . cinethy. ester, ::» - (S:i) !CA INDEX NAME) 

At)s:j.ut»: er«roc:-ien...st ry 
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A ron enien' s/nthe-s.s of a 1 >.y . . n in 1 . ies : (?. = H. Rl = Me. Et, CHMe2 , 
:M»;3 jz h 5 -fir, 'j Sr. s. 5 and :r r responding ci-j-fusel tricclic 

.ijjrnt. - .ar/.oTis 1 1 star*..nj : rem ap:rcpr .ate all /li : ales, til by 
Jr.gr'.ird a .. >:y .. a tio-i i? d»;s.; r il-rd . T-.e process proceeds wif-i high 

Sterv -icoitr il at t-'ie 2 n>;w. / furmed ■ int.igucis steresqemc center.--. 

0;<.d-i of me ilky. .! d. l.-iols '. w.t.h :r03 ga 'e the correspon 1mg 

2 ;x.'ido : es 

18 3809-99-6P 

PI. : a.'P Byiir^duct ?-ER I Pr*-pa r *t. i : 

::>repn. if il ky . i . i . *ie s L - s'.e r easel ect lve Grignard alk/latiun of 
h ,' 1ro <yi -id j .en. •)».•> i 

lfl jb ) J--J9-6 :aplu-> 

1H - : -vdole- 1-ci rbox / . . z a : . d, 
-cy »n >-2 - rr.et-.c : y '-2 o ^e" hy.idene) -■>•■ : 1 , 1- 
dimethyl ethyl :• -2, J-dihydra-2 -hydroxy-, methyl ester |9CI! ! CA INDE.i 
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►'uj . Gotemba ..;ib., Chutjai. Pharmaceutical, Co., 
::hi : inka , 4.2 Jaran 

Che-T.cal i Pharrr.a eutical Bulletin , 44:' 1 

.33.: . T3-7 

CODKN CPB7AL If N: O'JOS -2 "€ 
!'haria<:eut,;!:a, Ss lety of Japan 
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AB various novel meth ■ t rex.ite (M7X ■ der. s. I ;R = CK2NHCOC bH4R . , CH2CC2H, 
;;oiH, C02H, Rl = 2 . !■ or 4--<:<>2H b-arnvj an indoline noie-.y were 
synthesized and tes'.^i t ir bio. ,i::t. lties usir.g human peripheral blood 
mononuclear cell a- i •nm.tii syno"ia.» t:*lls derived from patients with 
:heurna*.o.d arthnt.. s : inpds havener potent activity :r. vitro were 
further evaluated js.-hj an ad]U"a:it utthriMs model in •■'.vo. I ( R :; 

co2 h; 

showed noin potent '-t.es than M"' • in '-uro aid in ".vo, and 1 P = 

CH2C02H: exhibited f^.r,/ qood ..ct.v.'ies in "ltrn and considerable 
activi-.y in /i-ro. I IR« CH2C02H) wa.-. as expect ed, not sensitive to 
£o.yl-polyt|l itamat- s/n'.net.ase and d. : not undetge pol yc|-iitamation, a 
process wh.ch may ; e responsible f::r » sid^-effee* durmtj MTX therapy. 
IT 142165-64-BP H21«S-67-lP 1421«5-71-7P 
142165-75-1P 142165-79-SP 

HL RCT ;Reai:t.»nt: .i?N : Synthe*. i pr -pa ration ) ; J'PEP Preparation i ; RACT 
Reactctnt or reage: t 

(prepn. of antii he im.it ic methotrexate dene's, bearir.q an ..ndoline 
moiety; 

PN _42 16&--64-- :3 CAPUT 

CN ^--Glutamic a.;id, W - [ : 1 , i -dihydro- I- { \ heny .methoxy) carbonyl ] - lH-indol-5- 
■/.; carbony.) -, die'h/. •.■•iter ;9CIi A INDEX NAME) 

Absolute sLereoch»m..str.. 
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CN He: ined i oi :: J rid, 

2- [ [ [2, d;hydr:> 1 ■ [ (phenylmethoxy ) carbonyl ] - 1H- indol - 5- 

yl ■ :arhon>l amino] - , dimethyl ester, IS) - |9CI) { CA INDEX NAME ] 

Absolute stereo::- enistry. 
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pn 14: ,6!i -7i- ■ "■ :aplu:; 

CN 2H : so: ndol* -2-pentanoic acid, . .i lpha . - [ ( [ ?. , 3 -dt hydro - 1 - 

! ;j -leriylmetr ) <y ) ca : bunyi ] - lH-md. >1- b-y 1 i car bony 1 ) amino J - 1 , 3-dihydro- 1 , 3- 
dir -:o- , mot..*./, ester {Si- l?Cli fCA INDEX NAME j 

Absolut * st e.r eocnen st. r - ' . 




fn : 42 caplu;; 

CN 1H- Ir.do.e- 1 - ~arbox-/I . c acid, 2,3 ii hydr o- f> - [ ! ! 1 - -:ir.er.hoxyca r bsr.yl • - 4 - [ [ 3 - 
•met hoxyca rbonyl '• benroy ■ ) ami no * bi-ty 1 ) ami no | ca rbeny 1 • - , pheny irr.e' hy a 

(<*(."] j !CA i uz--zr. name j 



15 ANSWER 22 OF 4 J CAPVJS COPYRIGHT 2-1 3 ACJ Continued) 




RN :4216!i-"?9-i CAPLU 

CN 111- Indole- 1 -oa rbox ,1 . • a :id, 2 , J-d.hy sro- 5- [ [ [ 1 ■ Inethoxycarbor.yl) -4- [ [4- 
net hoxyca rbonyl ) ben: iy .. ' am no ] but/1 mi no] carbonyl ] - , pheny Imethyl 

ester, 

S) - [yen (ca in:je:-: nvie: 
Absolute stereochemistry. 
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re in bemene gave lntmopropyl 
PREP i Pi eparat. lor ) 



169141 -79-1P 

PL: [ Synth*:* ic prepaid 

»:-pn. of) 
1651-1 7 9-: CA.-LUS 

1H- : r- : ■ le - -ca:L cxyl 1 acid, ( 1 - cyanc et hyl j - 2 , 3- di hydro- , anhydride 
N-C d: hydro ih-incol -1- yJ }t lopammiaic acid (9c I) (CA INDEX NAME) 
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I ... 



r r 1 



CMe 



AB The L.tle synthesis was a- 
tyr.es of t. ."!•! tn:y:J:c lr-'.' 
estal .ishpJ in fie j.^nthes, 
assa^ agaj ns: P3H8 n 1, nne . 
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related U .ts - /t Jt l •■lei". . 

IT 1S7479-31-4P 157478 -3? -5F 

RL: F T (P*»i:t.an*:) :-N ( , 
(F.eac • ant :i r re.i je-.t ; 

(| : epn. and D.e ;lr *nn 

pn i;.-4"--3i'4 :a?:,u» 

cn lK-Ir.jole- . 4 -di-rarfcc • yli 
3- [ [ I ( 1 , l-.jimet.-:/.*fth/l ci-.eth /. 
] me tr . 1 J - i ■ t jrmyl , 2-".eth 
([■her ■•, lmet tux , r ) ■-, .,1-:. 

I9CII 

(Of INDE •: SAME ' 



lf'cc b/ featuring -.he optical resoln. of two 
rmfi;at»s, e.g , I, and the synthetic scheme 
s ri« ra c jmpds It vitro cytotoxicity 

eu:-Tia ob"louily si we j that the abs . 
ne ™ ie\y ir- ( * > - du 1 : iimyc in A (II) is closely 



cfarition ■ PREP (Preparation!; RACT 



-ret'iyl-2 -c :oetb/. 1 amino] -2, 3 -di hydro- 6- 
-ile-.hy:.) 4-meth/. ester, [ S- ( R» , R* ) ] - 



Absol it e s* e rec : 



Li. ANSWER 24 r . F 41- CAPL JS COPYRIGHT 2003 ACS (Continued) 




RN 1d7 41t 32 -b CAFLUS 

CN lH-r.nj Le - 4 -OlOllbo -:yUc arid, 

3 - [ | ( ( 1 , L - ; : nne tfiyietr: /I } dimethyls i 1 yl ; oxy 

) mefi , I ] - 1> ■ for,<T-yl (2-:iethoxy - 1 - methyl -2 - OKoethyl ) atiino] - 2, 3- di hydro- 6- 
[pnen-, . netisxyl - . 1- ( », l-dimetnylethyl I 4-methyl ester, [ R- ( R* , S* ) ] - 

I9C1 ) 

(ca :me'Il: nw-i 
Absolute s*.\ reo ;tienistry. 
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RL 5 (Rf*ctant. ; SIN IS /n'.hetic preparation!; PREP (Preparation); PACT 
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(p:"i)n. ma i.Kylarion of. with bromopropionate 
PN 15"' 4 Ti CAPL MS 

CN lH-In I -le 1 4-d^:irbo:-.ylic arid, 5-amino-3- [ [ ' ! 1 , I - 

dimet.-i, .et h - 1 ) d .nethy. sil y . I nxy ! methyl ] --2, 3-dihydr o-6- | phenyimethoxy! • , 
1 ;i . li methyl <st;; ,yl } 4-me':hyI ester, iS!- OCIi ( CA INDEX NAME i 

Absolut* s*. > : e:: :'iemi si. ry . 
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PL: P:r (Fva .-ant.) :fN (. :,nth^-t ic preparation PREP (Preparation); RACT 
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(p:epn. fornyi^tio-. of' 

RfJ 15747 ; -29- VAPLUi 
CN IH-Imole-j : -d Lt:a rb : .■ yli acd 
3- [ | [ ( 1 , . - -.imet . «t:iyl di."eth Isi^y. o>.y 

rreth ■, 1 ] -2 . .' iihydro- ( ( 2- net: h ; .iy- 1 -methyl -2 -c <oet:hyl ) amino] -6- 
(phen> lmet-.- ■)-, . - I . , 1 - net I. , .ei.hyl ) 4-meth'. I e:jter, ( r S-(P*,R'i)- 

I9CU 

(CA INDE/ ':-V.\ 
Absolute s'erec }.-.- i-.tr; 1 . 
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CN 1H- In J3le- : , 4 di c a i b j ■ yi i ■ ici::, 

3 - [ [ [ ( 1 , ! - timet! •> t hy 1 ) d . - et h , I si i ; . oxy 

] me*..h . 1 ] - 2 :• <: ; h ydro - ' - ( '\ ■ met. -■ :> -. y- 1 -rre t h> 1 -2 - <: y.c e thy 1 ; am no ] -6 - 
lpn-n, Imef :>■ ) ',- 1 ., l-.iimef /. ethyl } 4-meth;,] ester, [ p - | P * , s * ! ; - 

!9CI) 

i :a :nde ■ t.;-Mi: i 

Absolute s'ereo ■ rer istry. 
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RL: R'" I P»-a : t ar.t ) ; C rN t< Athene preparation:-; PPEP 'Preparation); PACT 
( Pe^c' int. r i eagent i 

p:'-pn. t' :: silyla'icn jf. 
PN 15 1-9 '-03 » : AFL-JS 

CN IK - Inr.ole- . , i ■ dica rbo .yl i c acid, o-amino-2,3 di hydr o- 3 ■ :' hydroxymet hyl j £- 
i phenylmethc ■ /! - , l--'i,; dimethylethyl 4-methyl ester, (Si- i ?CI > iCA 
1 NT-EX NAME i 




,\B The t,tl*« syntheMS l : d:. •duocair.yi .. r. A {'.. and its 2epimer was first 
achieved by employ ..r <j no"':, met.ri- x .iiiitbon , lation of the C4-position of 

•he 

5-anutioir.do: in« :i I; way of -_).-.> :;.it in a.' 1 subse juent. Dieefcnann 
cycl i cat: on of ir.djJ* <*rb .i>:yl.U.»: : : to tre Me 2-nethyl indo;-:yl - 2 - 
carbon/late is >-*-y i • -ps In ^ ' i r < cytct ■ :-:icit y issay against P388 
nurine 

lcukema ob\' .ou.' :. y c- « i:liis«el i vt.otcx . mti«s if the synt hesized 

conpds. ,\re -<>mt a r it .. - aril a lino a* r-.t. f of that tif natural (v -duocarmyciti 
A 
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{phenvln»;tho-ty ■ -'. I- I . 1- limethyJ «♦ hyl 1 4 meth;/. ester, |R',i5*)- (9CI) 
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(CA INDEX NAME! 

Pe'.ati-'e stereochemistry. 




MeO 0 



ankwkr 2; ct a 

ACCf :• . I NUMHKR : 

[>oci:M!.nt numhep 

TITLE 



paten:' assignee ;si : 
sourcj: : 

DOCUMENT TV pi:: 
LANGUAGE 

family aco. num. COUNT: 
PATEN"!' information: 



ANSWER 2C -r ... 2AEI.US COPYRIGHT 



; •. n! .:, i 



P. eparat 
t lie lima t : sn 
Mrttsuoka, Ko] 



CAPLL'.s 
c i p i e t : d i 
Kato, 



Noli. 



u,j 1 1 f oi t i eat mm* 



"nkedd. Yasuhisa; Mihard, Masah 
"huga: Pharmiceutical Co Lt d ■ J 
"pn. Floka. T -kkyo Kohn, .(8 pp. 
:oden jkxxa* 

"atent 
'(ipan<se 



' [IK- 



NO. 



: 2 ' J 1 ' i 9 9 

ph i op. : t" app:.n. :nfo. : 

othkp source S) : 

g: 



DATE 



APPLICATION KO 



I ATE 

.99 302 12 



IT 142165-64-8P 1421 65 -68-IP 142165-71-7P 
142165-75-1F 14216S-79-SP 142165-83-1P 
142165-94-4P 142166-06-1P 15657B-53-9P 
15657B-61-*P 

PL 1PK i.'y-.U et ic p:q irrt'.or.;; PFI.P ! Pi epa r at i on i 
[pz-.pn snci cftciii: il -m:: :ylaMon of' 

pk uri-,5 64 a tAn.iiii 

CN L-«i itami- acid, N ; 2 , . d.r:ydio-i- iphenylmet.hoxyi caibonyl ] - lH-ir.dci - b ■ 
yrcirbcn I]-, eie\M f . -st- : (9CI; I CA INDEX NAME 1 

Absolut*! stere. cr.er.i St. : y . 



]| ,co 2 r2 

(CH2) n R : ' I 



■".#!:•. .line denvs. I Ri -- CH2, .H2CH2, CN20, CH2S, CHI'SO: P.2 = H, Cl-4 
,,.kyi. benzyl; n = I 4, Ri --- COCM, NHCOR' , CONR-SN7, P03H2, SC3H; P.4 - H, 
C-4 alky!.- RS - fin subst.H.u-.ed Ph; R€ = H, Cl-1 alkyL, R7 = H, Cl-4 
.i.kj'i Ph, etc; at" piepd ior ' leatment of rheumatism For example, I 

4i - CH2, R2 = H, n ••- 2, R3 = < :DH) was prepd. and tested for its 
a-iM rh-iumaMsm act..v.-.y by deig the inhibitory aotivi'.y against lymph 
p::n. . £<;::at.on in • - . t: o . 
14216S-82-0F 

k:. ROT (Reactant- .-PN (Synthetic preparation); PREP : Prepar at ion ) ; RACT 
Heat:-, nut or reagent- 

■ prepn. and Me es ' ti r l f i cat * or- jf) 

. 42 :. -i") ii2- ) capl 

. -I- indole- 1-carbo -.yl . c acid, r >- . [ 1 -carbo:- y- 4 -o:<o - 4- 

|ih<;nv. amino: buty. : afu no] carbon-, : I -2, 3-dihydro , 1- (phenylmethyl ) ester, 
3:. -■ c^ci ) ica i-oex name i 

ii*. « s*,«ireoi:hemist i y . 



r 



RN 1421»>5-ft8 2 < AE LU« 

CN 1H-- Indole 1-cark :>:<yl. : <ci:. 5 - [ ' [ 4 ■■ i benzoylarruno ) - 1 - 

(met'io.-iyc » roor-yl : bi.t, . ami;- »; carbcnyl ] -2, 3-dihydro-, phenylmethyl ester, 
(S: - ( 'CI i< A IIT'E ■ r-'iME 

Absoluti! st-'ie • :;nerm t:y. 



RN 1 42 1 •fS • '' iaili':- 

CN 2H-Iso.nd Le-1 -f er.* a? : a i d, . a lpha . - [ [ ' 2 , 3-di hydro- 1 - 

[ iph-ny.m"tno>y) r.iib • \ . ] - . H- i ndol - S- y 1 [carbonyl ] amino] -1, 3-dihydro-l, 3- 



L5 A-ifWEH 26 OF 43 "APLLfS c:0PYRl(--T 2003 ACS (Continued) 
:i:.o>:o-. me-.hyl es'.or (S)- (9CI; (CA INDi:x NAME) 

Absolu'.e s--freoc:hemisti y. 




rn .. 12 , "5- .. capl :. 
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(CA IMF.- 'JAM! 

Relative ;'erec :) *r .s'.ry. 




Relative stereochemistry. 



SOUP 'E 



: c:\-\t-- ■ ■Tip-: ; 



1'! r-( IT Jj i . 

:••> 1 -lap. He ; 
'I n- Kcici: 
COLEN: JK>: 



! ' :■■ nt "i k. sate 

; • • ; a : • 

pf::-:* ap?:.-. -v-c. : 
othe ■ mce *iap pat : 



D; Y:.r... la, V H .» ; h: : Nar. 



.:ar. r.^u Ka : 
•:yo K-;l,--=. 2 4 t f 



APPLICATION NO. C'AT E 



OMe 
OMf I 



M- CO, Me 



hc: 

■ i n 




"OMe 
CMe III 



and its 
t rinet ho 



r.ttimed.ai «:3 are ptepd. Condensation of 
.H- 1 tidjl e 2-cai boxyl ic acid and 



) -iiirv»t.'i , ..imin >| : pyn*t.hy.' i ti> >di midft HCl in ['ME gave f«'< indolyl 



-u: 

i :-LN;. ■ uve '• • • nesy 
P. I: jijeti ■ i , s . s c:f . over 10 • MC gave 
i--:. - H , K • = MeS r. which wav treated 

*'..th n* . : : ir:g toam temp 
1 1 •: . >-4 ,n j.'mL aga.: 



PhCHll S. i - H . , wuch was mesylat.ed with MeSCZC 



i>s.. -ii: iP2 - ; 

ph*;no ; 
h NaH 
give bii' (0'.j) 
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I; R « H , .ii:-:yl ar-,ino-bloc<inq group; ? - C':X;Q; 
PI = H, phfMiy a:kyl, alkenyl, cyclopropylmethyl , 
., alkenyl del o r opylmet hyl ; P3 - cycloalkyl, 
.-■alky., ar/I P' P 6 = H, phenyl : a 1 kyl , Ph; NPbPf. -■ 
s; were priipd. Thus, I (PI - P J T P r ! ill; B = Bz 
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vitro. 

1377B3-33-SP 1J7793-35-8P 

PL: HOT React *: : , Spti Synthe*. i'- p t « par at. ion : ; PREP Pi epa 1 a 1 1 cr. . ; i 
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i ■ [I, 1-dimethylethyl ) 4-methyl ester, (R*,R*)- (&CII 





RN 132628 -7 5-1 
CN lH-Ind->lo -1 
3-[[[(l,:-d.m.-.h> 
iTethy.) -2, i 



i :a in:>e;- mve! 



Relati ve st'ireocfi-mist t y . 



:api. -js 

; dica rr c -y 1 1< acid, 
«thyl -in.ethyl si 1 > I nxy 

iihydr c.-'j- [ i2-meth^ -,y- 1 -methyl-2 -oxoethyl} amino] -6- 
.- ! 1, 1 -dimeth;' ..ethyi ! 4 methyl ester, 'R*,P*)-- 
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1 3 S t ■■ ji: f as lef.n-l f:-r R 2 ani po.yners that dissol/es disperses 
:. :de >lorifj 1-. J :ji :r *i iim:. n itior are carried ou'., with or 
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•■ . ;ir 1 r. »•:• 2 *hia abs 1 re ■ ... 3n . Irste.i1, th« plate etposed -.3 U" produced 
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and Cy'clizatio: gave the CC 1'65 fragment III. 
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;B N-iutstitut*-d 4 ■ (2-rric rphclinylj indoles I IR = Me, Et, Pr] were prepd. 
! rorri 
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:r !< := c R ■■- PI = ?2 - hi 'III). :.+-.) -Esermethole (IV! was 
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= H PI - Me/ with polyphosphoric acid gave 95* I J 'x 
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in 57* yie.d 4-0::o- 1 -ethoxycarbonylperhydroindole was 
is cyanohydr ..n, which on treatment with ACiO and H2SC4 gave 
:iv. The a:etyl denv. was treated with SOC12 and HCONMeZ 
rile, which w,is dehyd r oqen a ted with 2,3-dichloro 'j, 6- 
;:oquinone t3 give 1 - e t hoxycra rbony 1 - 4 - cy ar.o i ndol e ' I j . I 
with N b.'crr.osii'.-cininde and dehydrcbroir.ir.ated to give 
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